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Cuanidinocthancthiosulphonic acid of formula U I is new: 
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CH 2 — S0 2 SH 


ID 


KSK /A nVAVT.Ar.F , 

| f] is useful ns cholesterol decreasing agent. 

The compound hns strong cholesterol decreasing activity 
nnd strong HDL-chotcstcrol increasing activity without 
toxicity (LD $0 - 2000 mg/Kg in the rat). 

PH EPA K A TI ON 

Cpd. ( I 1 is prepared by reacting hypotourocyaminc 
( gvjimidinoethanesulphinic acid) with sulphur in the presence 


B{10-A9B, 12-G1A. 12-H3) 


of base. 

Caustic alkali such ••«? NnUH. Kl'll 
Powdered sulphur is prof. n*'*''.. 

Solvent is prcf. ;m alcohol su<.!i :»*. 
i-PrOH. 

ACTIVITY 


Test results on m;ilr rats :dlt»wcd to <\>; m »!•!*■ .>«»t.. 
cholesterol food, and cholcstrrol f««ui with Ml ( -UU "'n'*k*- 
dny) for 2 weeks ltot:i!) cholesterol in scrum. lim.-ch'iles- 
tcrol in serum. HDL-cholcstcrul Unp/i!ll| arr: . 
521.2. 20.5: 283.9. 28. 1. 

HX AMPLE 

flypotaurocy.nninc ( n. )R m«>l ) w.is dissolv-rd in 0. -N 
NaOH. ElOIl (18U0 ml) and sulphur (l",..»i:J wen: "tilled. 
The mixture was stirred titular n'tlux until th<* sulphur 
completely disappeared nnd w.is allowed in stand over- 
night. Crude crystals were fillercd and washed with CS 2 
(twice) nnd EtOII. The crystals were dissolved in hut • 
wotcr nnd rcerystnllizod hy adding i:tt)M <27uOrul) wid 
cooling. Filtration and w.ishinc with ether all'nrded 2G.4 c 
(80.il) of |l). mp 206-210 o C.(^ppWG7i.DI)wpNoQ/0K B ^ > .^ A 
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e-Lactam derivs. are synthesized highly selectively by treat- 
ing lithium cnolntc cf organic ester with organic imine cpd. 
in polar solvent. 

The organic imine cpd. may be nn imine coordinated 
with trialkylaluminum. When the cpd. is used as imine. cis 
prod, mny be synthesized with 1001 stereoselectivity. 

USE /AD V ANT AC E 

Lactams arc formed with high stereoselectivity. Prods, 
ore useful as pharmaceuticals. 

EXAMPLE 

n-TSuLi ( 15% hcxane soln. ) ( 12 m mols. ) was added to a 
soln. of diisopropylnminc ( 12 m mols. ) in n-hexnne (7 ml) 
with ice-cooling under N 4 . and resultant mixt. was stirred, 
n-llcxonc was distilled off under reduced press.. TllF (5 ml) 
was added to the residue, and the mixt. was cooled to -78°C. 
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(CII,) 2 CllCII 2 COOC 2 !U or Cll ,CM.COOCjll, (10 m mols) wns 
added within three n»inutcs to the above mixt.. nnd n soln. of 
C*n,CII = NC fc lU < 10 m ^«ls) in TIIF (5 ml) or it soln. of the 
imine ( 10 m mols) and A I K , (sec below) . ( 10 mmols) in TliF 
(5 m mols) was added. 

The low temp, cooling bnth wns removed and temp, of 
reaction mixt. was elevated r.!sv:!y to room temp, over ten 
hours. The mixt. was then hydroiyscd with IN II CI nq . soln. 
and prod, wns extracted with benzene to give 8-lactam. 

Yield of the S-lactum and results of cis : trans ratio nrc 
ns follows: 

R« Jh 


(n) R 1 = l-Pr: 
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AlK , | 

Yield (%) 

Cis : trans ratio 

N one j 

87 

0 : 100 

AKCII,), 1 

73 

100 : 0 

AKCjII,), 

75 

100 : 0 

Ali-Hu, 

4.0 

100 : 0 

<b) R = ( 



AIR , 

Yield {%) 

Cis trans ratio 

None 

92 

0 : 100 

AKCII,), 

85 

100 : 0 

AKCiMOi 

83 

100 : 0 

Ali-Hu, 

52 

| 100 : 0 


(5ppW69EODwgNoO/0). 


